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~ 4 ffl^Ti-* 5 £ L < t± 6 IlfAfnl, XtiS&fclig L < fi^f&fn<7) 5 3g L < 
*4 6JUfcffcfc*3|l, 

Ri~R4: Miii^ot, 7fcStM^\ tf7;v^;K -c (=o) -Mr 

R5~Rii : P5-xiii4oT, TfcfcHC^ ttr;v^;K ^nr>\ ^ny> 
atfcfijRr^^^ -OH. -0-fit7;v^;K =o> HSaRT/Mrt^-o 

;i^;K -0-fit7^V>-COOH^ -0-fift7;^l/>-OH, -O 

-1g^T;i^i/>-c (=o) -o-M7;K;k -o-umr^i^-N 

H 2 > -II7MK/-0-C (=0) HBRT/U^f/K -COOH. -N0 2 
, -CN. -NH 2 . -C (=0) -0-tt7^^r;K mkT fr^frXfr*- 
;K 7'J-;^;u*-;k X*±te»T^^^ 7y;^L<(i-C (=0) -O 

1§U R 8 ^^R 9 {±«1-^^miI : f-i:-#:t^oT^>^f>'^^^LT^^. 
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o ) 

[0 0 0 1] 
[0 0 0 2] 

(SGLT) (Na+-^;i/n-^*tt^ga«j) 

tttt&ft (ia«ifl) , ^>*y>3fH^tt*«« (2a«R«) «ott&*g 
^^y^jgtttta&su i»JKrjffxvjE»o«*Lfe^3W, photic: 

[0 0 0 3] 

#UxJi\ Welch C.A.et al. , J.Natr. , 1989, 119(ll)1698KfBtfe$ tit: 7 n 

•*\ fllx-WT, Hongu.M.et al. , Chem.Pharm. Bull. 1998,46(1)22, RZFlfcmW- 1 1 

-2 1 2 4 3 ^m^mm z ti/z^m o - mmm^ *b ttx v> & 0 t^o^t-fr 

[0 0 0 4] 

L^L&ri*^ itL^>wfk^tt % ^•ftL^HtT^V 3>fflJ^fcj&*0-^;i/ 
^ > Klfrfr L r 4 * 0 - 0 * ftnft-t- $ *i* /Mi K^-f * a 
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[0 0 0 5] 

Stroke, 1983, 14, 388) 0 7 n UJ- >l$ tf * ^ > CO b 9 * 

-£MF-$"£«l£:<>fc]£>*LTv>a (wang, Yet. al., Biochem. Biophys. Res. 
Commun., 2000, 267, 488-494) 0 
[0 0 0 6] 

a +- VJV rr - x *tt^ffl»J L Tffl v> * i 5&*W* h KX v> * 0 
[0 0 0 7] 

M x. if > #fp:« l Kii. TIE— fSsST^ $ *LMt-^«*N a +- 3 - * 

[0 0 0 8] 

[ft 2] 



O 




(S^oia#{±<&iR#Hs) 

[0 0 0 9] 

^#pi«j 2: t r . jsbsi* 2 mmmmnfcm ^m^&zt a*-c # * t mm. $ *t 

[0 0 10] 
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: 4/ 



Mb 3] 




OH 



[0 0 11] 

HHKtlR 1 1 

flfH 2001-28817 

mm&mmo 1/2712 8f^>7i/7 h 
[0012] 

[0 0 13] 
[8KB * & sb<D^&] 

*§&m%mi. Bat (n, s. o^ib^^^^T-n^^ 1 ~4»rr& 
mm.) **> -x- xit^sMr^i^» ai (n. s. 
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if n a +- ^ n - x*^#i?a#^ffl £;TT £ £ t £ BUS U 

^HJ^^L/Co BP^f&BJfi, TIS— (I) T^ttMb^tr&y^^ 
[0 0 14] 
[0 0 15] 

Kb 4] 




~ 4 5 £ L < ti 6 Hip*^ ngjt X*±fe5FD^ t < fi^t&ftl (0 5 5g L < 

« 6 Jt^bTfcff 5it 

ri-r4: ng-xkm&oT, 7kmw^ mkTfl'*^ -c (=o) -mt 

r5~r11 : isj— XteH&^T, Tta&nc^ f&ar;i/*;K ^ny^, Aoy> 
W&&kT)i>*)V, -oh, -0-it7;^;K =o, -iSM7^u>-o 

1P*/K -0-fil7;^V>-C00H, -0-W^U>-0H> -o 

-ffiBL7n>*u>-c (=0) -0-Mt;i^;k -o-tt7;^v>-N 
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H 2 ^ -\&&T)V*vy-o-c (=0) -Mt;i/^;k -cooh, -no 2 
> -CN, -NH2> -c (=0) -0-i&m.T)l'*)P, fe|7;^;w;^- 
;K 7'J-;^;v*-;k Xiifg^T^^K Tv;i/5gL < fi-C (=0) -O 

x :n<g\ ximmrfr^uy^ 

o ) 

[0 0 16] 

n^J tttfi, ^J£{^ eys;>, tf;^v>, \£9i?>, ^*-7^>, en 
[o o l 71 

[0 0 18] 

;K s e c-^f-;K t e r t— >f y^vf^, «^^tv;k 
>f v^^y;vfoiiXii^ttoCi_67;K;i/W?)tLSo £*l£>o*-? 

[0 0 19] 

WsMLTfrZ-Vs] t LTt^ .x^-l^ 7"Dlfl/>, 
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rssuyy] tLXlt, 7-;|«^ MHR^s H&IS^ 3**l*?-#^r 
[0 0 2 1] 

rr v t f*. j^stm^ 6 ~~ i 4 i@o i ~ 3 m^^mm.i\^mw^%m 

•tSo #!lx.f£> 7x-;k ^7^;k t>M;/K v^^y h y t>tt 
[0 0 2 2] 

> t->;k X(i-C (=0) -0-®^r;i/^;v (nh 2 -c (=o) -o-) 
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TTv;vj i:Ltli, */i^/K T-fe^;K :/nt:;t-;K 
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[0 0 2 5] 
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Jt-^SJL v^->m> -7D>|, 3^*16, 7v;vi, 7l/<f>i, SLBJU V^rf 
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[0 0 2 8] 

^•tr^OT^^o #$&l^b£1&0:/n K9y^«r0jS1-**t LT(±, Prog. Med 
.5:2157-2161(1985) KfE^$*LTV>&^\ JaJI|#0 1 9 9 O^TU ng^OHB 
*J *7t*?IW|-l 6 3-1 9 8K^IB«i$tLTV^a6^tfP,^ 0 
[0 0 2 9] 
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> (Greene) (Wuts) ^ TProtective Groups in Organic Synthes 

[0 0 3 0] 

DB&&] 

(*BES 1 ) 

1 li. TfE&J&s^c^-fj: ^(;, A7^K# (1) £ 7 ^ft KSNWfr 
(2) •C#JDS*64:ffofc^ SItcU ?*h>3H*# (4) fctfJnfi 

fcfcfi 5 ^ SrofctfWfc** (i) JifcCio T^t; ( 

I) ' *»*^«fe-C** 0 
[0 0 3 1] 

[ft 5] 




[0 0 3 2] 

^9-fK# (1) tT^tKif# (2) ©fWwKj6tt, n-^;w;^* 
A, sec-^'Jf^, t e r t-^'Jf^A^OTWJf 
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fc&ftmz±i)m%z*\ m-i oov-mi sot, ^l<i^-8 

[0 0 3 3] 

1, 2— y^nnx^x^i^^ny^j;^^ ; ^.x?-;ixx.-7=- 

0 0°C^1 8 0°C. &t L<l±®-4 0V~®2 0VX$>2> o 
[0 0 3 4] 

$x< v >mmw (4) OttJna&fi, n-r^;i^';^^A N sec-r^- 
^'jf-^A. t e r t -^^'Jf^^fOT^^r^'Jf^A^I^lET, ^ 

^>^\ sur, ^7— 1 o o-c-m 8 or, 0* t< itm-s ot^3 om 

o 

[0 0 3 5] 

*mm$'?ftt>tL2> 0 frjxwto&itmk Lxiz=mk**m, 
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[0 0 3 6] 

Slitfcfc 2 TIB^^tc^-t J; ^ c 7;l/f k Kfi# (5) i:^^^ 
(6) "Wini^Srffofe^ StgU &v>T\ y?h>Wmfc (4) k#HnR 

is**r^ jBn^flv^b^ (i) *%tz'ik, jmm**zii\zzvxtt&m ( 

I) ' *r#*#tfcT** 0 
[0 0 3 7] 

Mb 6] 

R* R* Br-XA7-R'° R° R' R* R* R'C^YSjR' 





[0 0 3 8] 

T;i^fc: Kg&gft (5) ts^^m (6) <Df«inRfctt % SMltgL/; 

(1) tr^ftKiif ( 2 ) ofwnaetw«»cLTflfc*L* 8 

[0 0 3 9] 

^y-^-;^^^fflv.T^tl (5) t^«4»t«?^^{:j:o 
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^-v: 12/ 



iiflT, 0 °C~^ 1 8 0 °C> #5P£ L < ti>& 2 0 *C~& 8 0 W-5 a 
[0 0 4 0] 

m < «7cstD(i, 1 xmLfzMTtfcfctmmz lt^t t>tt^> 0 

Jtt«*±«fifel^b^K«KfcR|*j|l^L-Cfif*>*L* 0 

[0 0 4 1] 
(«fife3) 

*«ft3tt, ^k#!» (8) tfl^w (9) ^mm%mm*w&Eu&*ft^ & 
v>-e/N^-r Kfr (id ^i^r^^Mb^fv^^ti (i) *Wz'&, w.vm 

t&ztKZvXik&qg (I) ' mMr^^» 0 
[0 0 4 2] 

[ft 71 




[0 0 4 3] 
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, ilUt, Itor-ltJl 8 0t:> $ft L<(i*t>2 01C~^8 0°C-C&& 0 
[0 0 4 4] 

T ti7jc$Ht# 'J7A ; ^Miti- V V «7 A ; ^ 2^ -> .7 a ^ n >; h\ 
v^y7A7'n^ K\ ^77 p nti>-7^y7A7nij K*^ <Djn) — 
^^Wbtt, M<7)^Jt LTti\ f F7tKn77 

mm, Kfc&ftmizX <9#l&;z>^\ ifr^ &j0 o C~m8 0<C. 0JL<li|i2 

ot:~^8 om^o 

[0 0 4 5] 

(Me&4) 

§^&4te, T^3-;l/# (12) SrfitKL^ft, 7^f>if#: (4) 0# 
*n*^fv\ ^7n^M^KL#f>tt^b^ (13) fcBMfeU 4t^$7 (15) 

tmmj&L, Mjtvxit&w (i) mwm-t ^tiao xit^m 

(i) ' «r»*^rffiT?**o 

[0 0 4 6] 
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^-v: 14/ 



[its] 




[0 0 4 7] 

T)\sa-)Vfe (14) «3fefttCfl£oraa*«K3fe«x.tirtert-rf-^^^^ 

Mt^o -e<7)^, ^h>i£ag#: (4) (DtttiURJBlt, n-r^-^V^^A, 
sec -y^l^f-^A, t e r t -7f ;V'Jf 9Af (7)7JK;PJf 7A|tI 

fl:J:^4«^ SHr, OOTC-^l 8 0°C, ^U<l^-8 0t:~ 

&3 O'C-eab'So 

[0 0 4 8] 
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initio 7 ? ih& p- h ^ j. ¥&mft>ti, mm<oMfc 

Mt Ltlif h^t Kn7 7>> ^^-^rf-^^f <7)^--r;Hi ; ;* 9J—*/^ =t- 

cc-i&s o°c-e&& 0 

[0 0 4 9] 

L T t£ ~mk-? > if > > i&^HbfcSf 7ks fcf 'J v'- -7 A ^ n n ^ u - h & if ^ 
&f <b tt, ^O^tfiJ tit ti^gOjyfcM i:UliTf7tKD77>, 

. Klfc^M^KJ: MIS, m- 1 0 0 o C~& 1 8 Or, ^it<(i|f) 

2 or;~**j8 ot;-e&& 0 

m<mmfci±, i^it^i^N7^ k# cd tr^-m mm& (2 
mzmim&m 1 -c^ Lfcu&tea^ ramie i-ott^&o 

[0 0 5 0] 

(S»& 5 ) 

®B£&5f±. (1 6) t^t£^£^2S*^0£S^ ^JUi^HS*- 

W»U ^n°7v^A«0#^T. ft^tf (1 7) ££0££-£<ft^# (I) 

m^ii-r^^t^ioT^^ (i) - *#*^ttT»** 0 

[0 0 5 1] 
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[it 9] 




[0 0 5 2] 

(1 6) fcffr&fc (1 7) fcoae-e^^&^no^ififcLTfi, 10 

*C~ltJl 0 OWSo 

[0 0 5 3] 

0R&&6) 

-ft* (I) fcfcfclk m.ftm-tzz.bizxvxft&to (I) ' *»«^r&-c** 

o 

[0 0 5 4] 
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17/ 



Mfci o] 




(I)' 



[0 0 5 5] 

LT(iyVf;v^;^7 5 K\ y^f;^;w-H + yK\ N-^^-;vtfnu i, 
WJB&Wm-Z Jfe- 1 0 0t:~^jl 8 0°C, ftt U < ti^tJ 2 

or~^8 oict^„ 

[0 0 5 6] 

Tfr^Mklt^yJ K# (1 3) fciS^fcTS ^^Tfc^fc^&^-efrfrtL 
&o 7 5 >^)^J t ltl± h V xf;i/7 ^ ^^V7 J ;i/t>if;i/7ry > 
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^- v : 18/ 



»i8ot, &z l < am 2 o 8 o vt$>& 0 

[0 0 5 7] 

TjcgHt^M^A, TK^b^/V^A. ^m^M^A, tF'J^; 
? J - ;K 3u ? J - )V % £0 7;i/^- ; 7 X ; ii Cl tt h OrJ^vt^^lf 

&w<omm, KBm*mz£t)m%2>*K m^, m-i oov-mi sov, ■» 

[0 0 5 8] 
[0 0 5 9] 

[tFNa+-^a - ***&3Mfc ( I* h S G L T 2 ) r&^PI#^ffllt^^] 
1) t h SGLT2f^^^-OM 

Superscript II (Gibcott^) 9 >^A^^-9--7-^rfflv^T, t hf 
Ift^RNA (Clontech*fc»0 ^t, 1 c DN A fciiME^Lfco -I 
ft i: L> Pyrobest D N A # V * =7 - 4f (TakarattM) ^ffl^/:PCRE 

/SlCii9 N t h SGLT2 (Wells R.G. et al., Am. J. Physiol., 1992, 263( 
3)F459) *3-K-T*DNA»fM-**ll«L75: (£<£>DN A$ffK~CD 5 ' flCHind I 
ir*Ml>#\ 3' fl8£EcaRI-*M hrt*i$A$ft& J: 9 ^^^fv-*^) 0 
[0 0 6 0] 

JffliSftfcifJtSrTopo TA Cloning* y h (InvitrogenttM) £ffiv*TpCR2. 1- 
Topo^*-tc*n-^>^u izmm JM1 0 9*oavefV h-fe/W^A 
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^-v : 19/ 



Lt, TVbf->V ^flttt&Tj^^n-^fcr^kfv 1 ; > (lOOmg/L) 
trLB^^Tii?iiL7to JtJSL/c^ffi^^HanahanO^ft (Maniatis^. Mol 
ecular Cloning=£r#BS) KJ:!?:/^*^ KfcHNRU i^^7^^ K£HindIII 
s EcoRI^fcLT#t>tL*H h SGLT2 KfSDNAi^^, 
*-pcDNA3.1 (InvitrogenttM) 0|W|-*M HCT 4 DN A V ff—-M (Roche Di 
agonosticstti!0 ^t7^-y3>U ^n — >^Lfz 0 
>L7^n->-£ N HfrffitlBl^^mBjMl 0 9tW3 >fcfx> V-k^K^X 
U 7>t'y'J V^^trLBi^^T-iim^^ HanahanO^&K J: t) \l \ S G 
L T 2 * - £$3tf# Ltz 0 

[0 0 6 1] 

2) bhSGLT2 ^te^M^S!* 

t f S GLT2 #§5E^ 5 - £Lipofectamine2000 (Gibco*±§£) ^^TCH 
O-K l«tC^AL/io itfe^SAm, Il^-y'J > (501 U/mL 0 
^B^^ttM) , XM./fv^y^ (50/ig/mLo 7^ B ^^M) , 
Geneticin (4 0/z g/mL 0 GibcottSQ £ 1 0 % -7 vI^Bjtrt^^-tf H a m' 
s F12§1 (07jcM^±^) 3 7°C, 5%C0 2 ^TT'2iiP^* 

L> Genet icinStt <D? u-y%%fz 0 Z*lh(D? u-y <7)tipfrt> \l \ S G L T 

) o 

[0 0 6 2] 

3) c-D-^nfy/y V^^mW^^M^. 

t: h SGLT2^iCHOail«^i^L, 1 *7 «9 ftr#kgffl 
3t« (i£4fc3 r/14 0 mM. ^fc*/ , J')A2 mM, mi* s s*J A 1 mM. 
M^^I-y^AlmM, 2- [4- ( 2 - 1: Ko dr v ic^;v) -x-^^c; 

mMmf«pH7. 4) £ 1 0 0 /u LM*-, 3 7 °CT? 2 0 y^j^® L£ 0 
[0 0 6 3] 

§»fb^ £ JR. &<*.JMlr$L (^b^ M * A 1 4 0 mM. iM^fc^ V V 
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^-v: 20/ 



A 2 mM> M*^>")AlmM, Mv^y^AlmM, ^;i/-«-D- 
^;i/n^7/yK5 0^M, 2- [4- (2-t Kn^yxf ;v) — 1 — ^ ^ 

5mM^IfIpH7. 4) 1 0 0 0 ^ L 1 1 ^ L<0^f;V- « -D- ( 
U - 1 4 C) if)V-3\£yJZ/y (Amersham Pharmacia BiotechttJi) £ fln 

[0 0 6 4] 

mara^^^u Mv&frmmmwLtti ^^)v^t z ^ 2 5^ Ltouo 

';>14 0mM, m-fb* i ;^A2mM. »^y^AlmM, m.it^V^^^7 
AlmM, ^;V-a-D-^l/3e7;yKio m M, 2- [4- (2-tK 
n^vjr.^-;!/) - l - 7 y-;v] J: ^ > ^ >^ 1 0 mM, h y * (bK 
n*y^?-;i,) 7^^^>5mMmi«pH7. 4) ^l^^)V^fz^) 
2 0 0//LfoM, t-C^^L7^o -^?5fe?i-^^M^l[lI^fv\ 0. 5% 

o :it:7 5 / /L©7^^Dy>f4o (Packardtt^) £inx. W ^ n v 
l/-y 3 >*^y^- Yv7*<y>h (Packard^) iZXl&Mft&lttim L 

tz 0 wm<Dwv&frmfrbmmwt)&&A*mL5\^fzmz 1 o o%tu 
5 o%ffiWi-^>^jg (ic 50 f) *aue-Ba#ii6«i^e>«/M:#fen 

[0 0 6 5] 





IC 50 (nM) 




58 


H»J2l 


380 



[0 0 6 6] 
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[0 0 6 7] 

^ttawstWLrattflBg^iiJBj&t, ami BSfc^ftp-co. 1-5 0 

Omg, ^gptO. Ol-lOOmgt^f), ZtL* imJSLW±9kmKfrltT 
[0 0 6 8] 

[0 0 6 9] 
[0 0 7 0] 



004-3031156 



2003-070297 



^-P: 22/ 



fflftfllU xf ;i/r ^ 3 - i 3 - #'Jv^-h8 0 G8}n n n£ 

) 

[0 0 7 1] 

iOi9*»JftWtt. EMKRflflRU BtfSS!U M^J> ^ifc#k 
[0 0 7 2] 
[0 0 7 3] 

[ y ^v] (tert-7^;V) v s 7x-;i/y5> (103 g) <7>THF(20 
0 mL) mWL IC-78"C t~ tn- y -f- ^'Jf -)A^1.6 M n-*^*-^ >y#?£(166 mL) *STF 
U 155WBI|aifi-eaE#L/io ^t'2,3,4 ( 6-f f 7-0-^>y^^;^y 7 ^ h 
>(100 g)<flTHF(200 mL)^*^TL30^|WIzaT«m#L^o KJSiftKi&jfnaMfc 

> mXMMi-YVVAX&mLtZo Mf&MJ±T«£^*U 
^ nD ^> (440 mL)*§fe-78t;tCT h *M V 7°n fcf;i/~> 9 > (114 mL) * #d 
x.> ^^^H7^>fb^^^> ? ^^;l/i--7";l/|t#:(71 mL)£»iTLfco -4<rC£T 
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mm^^m-^^-y) TltMU (IS) -1,5-7 >\iVu-2, 3, 4,6-7 Y 9^0- 
^ > i»-l- [3- ( [ [tert-y^- ;Kv7x-;V) v V^]t^ry]^f JV)7x^ ;V] -D 
v h - ;v (108 g) £#£ 0 
[0 0 7 4] 

###12 

(lS)-l,5-T>t: Kn-2,3,4,6-y- h 9-0-^> v;V-l-[3-([[tert-:/^M y'7 
x - jl/) y 'J ]V] t ^y] ^ f ^) 7 x - jk]-D-/jl/ y M108 g)<OTHF(400 mL) 
Vt^^-r b7-n-7*f;i'7> ; e-7A7WJ KOI M THF^(249 mL) 

>) trffiMU (lS)-l,5-T>t Kn-2,3,4,6-x h ^-0-^>v;i/-l-[3-(li Kn 
^>^;i^7^;v]-D-^;Vv }— ;v(54 g)£#*: 0 
[0 0 7 5] 

###13 

(lS)-l,5-T^t Kn-2,3,4,6-7 b 7-0-^>y;V-l-[3'-(t Kn^y^f;!/) 
7x^;v]-D-^y > -;l/(11.97g)<£>^ nn*;i/A (250ml)^tc-Mb^>^T 
>(82.5g)£iD;i, M^-ei4B#F^#L/io IM^^-fe?^ hitiiU WM 

% m&TWtm l xn h fttzmM ^y'jAm7A^D7^77^ (s^.*. 

^)V:n-^**yy=15:te) CtffllL, 3-[(lS)-l,5-T>fc Kn-2, 3,4, 6-x h 9 
-0-^>v;V-D-^;l/v K;H-^V]^>X7;Vft K(ll.llg)^e-fe®#:t L 

[0 0 7 6] 

l_-7*n^e-3-v^ V^rv^^;V^>--fe*V(L7 g)OTHF(20 mL)^l--78t:^Tn 
-7*f;w;f7A^)1.6 M^^-9->-^(4.6 mL) £rfl£jTl^ 30^*1^ t/io 
"C2, 3, 4, 6-t- h 7 -0-^ > v;i> /;i/n/7^f>(4.o g ) <7)THF(20 mL) mW. *MT 
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t&M 2003-070297 L-p ; 24/ 

7^^;v]-D-^ne^y-^(i.83 g) *ntz 0 
[0 0 7 7] 

###U5 

2, 3, 4, 6-t- > y -0-^ > v;v-l-c- [3- (y^ f^ry^f ;l/)7xc: ;]/] -D- a 
g)<7)T-fe h>-7X=2:l(30 mUv^l*;^ y 5 >-m(0.51 g) t 
W&mWli- h V V A (0. 6 g)£}jn;U ISi:t8^f»U;„ SJE&*JziOJ6ttB6 

U 3-[2,3,4,6-x h ^-O-^^v^-D-^^ntf^y-^-i-CJ-^^-^t^d 
.3 g)£#£ 0 

[0 0 7 8] 

###!I6 

3-[2,3,4,6-r b y-0-^> v;V-D-^;vn tf 7 J -^-l-C]--f ^-^#^(1.3 
g )Oy7nn^^>(i5 mL)^^hi;^^;Uv^^(o.63 mL) t f<J7;Vtn 

;v*7A^7f^77^ (Mm^^m-^^y) xmmu 3- [(is) -1,5 
-T>t KD-2,3,4,6-f h 7-0-^>y;V-D-^;Vy f - ;P]^|f i(0.8 

5 g) *%tz 0 

[0 0 7 9] 

##M7 

3-[(lS)-l,5-T>fc: Kn-2,3,4,6-x h ^-O-^Vy^-D-^^y h-M-^f )V 
]^m#m(0.85 g)<9>^nn>*>(io n]L)^KN,0-vV f-;i/t: Kn*v;vr 
^ >m.m)&(0.U gh ]> yai^TS >(0.2 niLK 1-xf jl/-3-(3-y^f ;UT^ 
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^-v: 25/ 



/rne^)*w^5 k(o.28 g)*ira^, m.%LizxmmimLtzo BLj&m& 

zMcK£&7\ ^xf;vt»(HU, W ^l^0^7X^^^-m> &7M»:f- 

h v 7&x$m^tz c mmmfrTmmz'g&L, nhfitzmm^yv^r^n 

7A^n7f^77-f- (I^m^^;V:n-^^r-9->) TflHRU 3-[(lS)-l,5-T 
y Y. Ko-2, 3, 4, 6-T" h y -0-^ > v ;l/-D- ^* ;v v h - ;V-l- ^ -N- ^ ;V-N- * 
f^y^>X7^ K(0.42 g) £t#£ 0 
[0 0 8 0] 

2 -(3-7'd ^ > ^;v)-5-^ "f-jv^-ir y jc > (l. o g) ^ t>^M4tm<Djj& 
T-2, 3,4, 6--r h ^-0-^> v;wi-C-[3-[(5-^ if-;V-2-^~;V) jrf 7 
]_D-^;u 3 / - X (2. 34 g) ^#fc D 
[0 0 8 1] 

5-^;W?-3-7 3i>-2-#;V^*vT;v^t: K(5.0 g)OTHF(50 mD^tCO'C 
K X 1, 3- v* y n * ^ > -if > (25 g) i: &JR v v VAfrh MM Ltzf) -v-)U 

**y-;K5.57 g)4r&fc 0 

[0 0 8 2] 

###110 

(3-7'n^7x- ;v) (5-^^ ;v-2--^ji- ^ ^ y - M5. 57 g )<7)7-bh-b 
';;v(20mL)^H, ^Ot: K T H 7 * * ^ Ji^ - 7- ^gf ft: (1 . 57 ^ t 
hyjcf->i/'>9>(3.83 mL)=SriPx.2B#p H im#t^o ££tt(C|&Rl£!fc* >; 7 A 

ith'^AT«U »»fc*ffiT*«*S*U ^>"J5!iW7A^ 
5-> 7 * > (3. 77g) SrWfeo 



tfctDE# 2004-3031156 



2003-070297 ^— *j 

/ 

[0 0 8 3] 

##0!lll 

2- (3-r n > v ;i/)-5-^^^f-^ 7xv (3. 7 g ) * hmmu t mm^mx* 

2,3, 4,6- t- h 7-0-^>i?;V-l-C-[3-[(5-J-^^-2-^^-;lx)^f-;u] 7 ^ 

[0 0 8 4] 

###!I12 

3- ^;Vft7x>-2-*;^>y 7j vf l: K(8.9 g)^£>##M9 1 mM<Vjj 
^(3-7'n^7x^;u) (3-^ ^- 2 -?-x.^;v) ^;^( 8 . 6g ) *^ fZo 

[0 0 8 5] 
###!I13 

(3-r n ^7x-;p) (3-^ ^-)V-2-^-^-)V) * * ; - } v (4. 3 g) * <b##Ml0 £ 
|WI*0^t?2-(3--7'n > >^)-3-^ 7 a, > (0. 98 g) *#fc 0 

[0 0 8 6] 
###J14 

2-(3-yo^ > v;v)-3-^< 7x> (0. 88 g) frt>&=&m t mm<oum 

T2, 3,4,6-f f7 -0-^ y v ;i/-i-c- [3- [ (3-^ ^ ;V-2-^- )V) *7-)V]yju-)V 
]-D-^ntf^y-x(i. 62 g) &#fc e 

[0 0 8 7] 
###115 

^>vlb]^^--7^>(504 mg)<^)-r h7t Kn^^Qo mD^^T^rf^ 
«T, -78rT*n-^;v;^^A01.58 M^*>»«(2.4 A)*»TU MM. 
T'2B#TO#L^ ##M3T»#f>tL7t3-[(lS)-l,5-T>t: Kn-2.3,4. 6-7- h 

7-0-^>y>-D-^yK; M .^ V ]^^ 7;1/ft K (l.57 g)«fb7k: K 

D79V(45«0i*i*TU ra«-C5l*Wa»Lfeo KJ©#«»=*(60mL)*' 

^xf;v:n-A^t> = i; 9 ) KTfflWU (1S)-1, 5-T > Kn-2, 3,4, 6-x h 
7 -0-^ > ^;U-[3- [tFn + y(^ W t7x >-2--f *) ^;k] 7 iz ;v] _ D - 
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#M 2003-070297 ^- ^ 

[0 0 8 8] 

###116 

li^-9*V»«[(1.36 DiL)<7)f>7H Kn77>(5 mL 
JftfftfcT/Ur^&atT* -78 0 C-e2-rn^en°i; v>(342 mg)<0-r >7tKD7 7 
>(13 mL)»jfc*«TU rafflTMB#W*#Lfc&, 3-[(lS)-l, 5-T > Kn-2, 3 
,4,6-f f 7-M>y;V-D-^*;Vy W;v.i^^]^>XTil'f t KU.13 g)<D 
Kn7 9>(35 mL)»«*i*TU P^T2. 5B#F*«$ L£ 0 RJES#«K: 

im*+*>:*^*V->-i:3) izrmmU (1S)-1,5-T>\1 Kn-2,3,4,6-f> 
^ _0_^ > v [3-[tFn^y( tf y >* >_ 2 _^ ;v) ^ 7 ^ - ;v] _ D _ y )V ^ 
h-;i/(0.99 g)*4S-fe^tJt LT#£ 0 

[0 0 8 9] 
#%M17 

##M7Ti#^tt^3-[(lS)-l,5-T>t: Kn-2,3,4,6-7- h ^-0-^ v;^-D-^ 
;^ v h -;i,-l-.f ;i,]-N-^^^-N-^ h*v^X7^ K(6.99 g)OTHF(20 mL)y# 
VlfcKOt: n ^E-lH-^ > (3. 0 g) t v ^* v ^ A ^ <b mat L V 

-•V-;vM^<7)'raFvM(20 mL)£3jn;L, 20#r H m#L^ o ^«^7jC7jcH^ttT 

, i^ur.^-^^tbt^o ^mm*im±mj&x-mmk, i*nt h y * at 

(^i^;v :n _^^^ > ) -e»*L-C(lH->f >7*>-2-^ ;v) [3 - ((1S)-1,5-T 
>fc Kn-2,3,4,6-f f 7-0-^>y;^D-^'> > -;V-l-/f 7i^jV]^ ^ y 
^(0.84 g)£#£ 0 
[0 0 9 0] 
##^J18 

2-7'n^ft7x>(3.2 mL)<^^^nny ^ ^(50 mD^KOt^T^bT^ 
^->7A(8.9 gh ^xf^^^^^nij K( 5 .96 g)^Jnx.> MKT^RjFffl 
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#M 2003-070297 ^- V ; 28/ 

■9">) (5-^n^e-2-f-JC^;v)(4_ji^;v 7i -;v)^^y >(8.97 g) 

[0 0 9 1] 

###119 

(5-7'n^e-2-^i^;^) (4-^^;i/7 * J y (3. 32 g)(D7-bh-h'j 
M30 mL)^ffitC, Mffi^T=7^ft;*^S|yjc^-;vji-x^»ft:(2.77 mL) £ h 
•;^;i/v^>(5.39 mL)«riDx.l2«FWift^L^o atc?StK:l63FDiW* y * A7K 

7 ^77^ (n-^*-9->) tilU 2-7 , n^-5-(4-xfM>y';v)ft 
•7i>(2.49 g)Sr#fc 0 

[0 0 9 2] 
##$120 

2-7n (4-x.^;i^ >y»fi7x>(l.0g)^^ ###!|4 ra«O^Tfe 
T?2,5-T>1± Kn-7, 8,9,11-7" h 7-0-^>v;W-l,3,4- h 'Jf t=lry-l-(4-xf 
^7x- ;V) -2-?- *-D-20l/ a - * > t-** -2, 4-yx y-6-^7 n e 9 ^ - * (1 . 54 g) 

[0 0 9 3] 

H°n-;i/(o.2 g)l:xf;VvnvA7*D^ K01 M THF^(2.98 mL) &r$T 
mizi-^^y-J^-ru^ K(663 «g)£;bn;U 60t:^T5I^WiJt#L^o RJfc 

&fcl^&fbT>*-? A^jfcfcjnx., S^m^f-^-etttb Ltt«Att*T?ft»- 

A^nv^ 7 7^ (^m^^^:n-^^r*9->=i:6) tiSL, 2-(4-:x^-;i^ 
y -1H- tf n - )V (0. 12 g) o 
[0 0 9 4] 
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^-v*: 29/ 



###!)22 

3^fii/-M>yft7x>(5,0 g)«ff7t Kn -7^^(50 mL)i£i£fc7 
fr^y^MT, -78 , CT?n-^;VU'f-^A01.56 M^^r-9->^(23.7 mL) £7&T 
U WS-e30^«#L3t^ 3-/n^>X7;l/ft K(6.05 g)(7)r h7tKn 
yy>(6 mL)mmzmTL, mM.X°30frMWLtz o SJS»fftH**ftix.^lfe, ft 

m7A^nv^77^ - (ft^^in-^-tf-^lrS) &~Tfl!MU (3- 

LT#7S 0 
[0 0 9 5] 

##$I23 

(3-7n^7x^ (3-^ ^ y ^- 7 j. >--2--f )V) * ? ; - )V (10. 0 g) 
f£#(4.42 mL)fc H;^;l->^(9.58 mL) *toz.30frMWLtz o R&fo&-10 

> »«&aSETi&&£§*U »y'J*m7A^n7F^77^ - (ft 
Hif^:n-A^t> a i:40) till, 2-(3-7 , n^^>y';v)-3-^f;M-^> 

[0 0 9 6] 

##0824 

2- (3-7n^> y ;p) -3- * * > y?- t7x>(3.30 g)^f> ##$|4 

ra#<^j£-e2,3,4,6-T- h 7-M>'7;i/-l-C-[3-[(3-^ f M-^>7f 1 7 x 
>_2_^ ^ f 7 x-^]-D-^;i/a tf 7 / (3. 25 g) *%tz Q 
[0 0 9 7] 

###I8T*?# <b *t£2, 3, 4, 6-7- h 7-0-*"< > ^;i^-l-C-[3-[ (5-^ 
;V) ^ f Jl/] 7 x-;i/]-D-y-;vn f 7 7 - 7, (2.30 g)OT-fe h y ;v(20 mL)& 
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#12 0 0 3-0 7 0 2 9 7 ^-v : 30/ 

tr^'>9>(1.31 i,)t«ITU 4B$rat)l#Lfco ^^^fD^m^V^A^c 

^77^- (g^i^;p :n -^^-9->) -e#S«Lr(lS)-l,5-T>H KD-2,3.4 
,6--r h 9-0-^>v;i/-l-[3-[(5-^^;V-2-^Jc-;i/)^^;v] 7 ^ - ;^]_ D _^ ;l/ 
vh-;l/(2.0 g)£#7t 0 
[0 0 9 8] 

H*t#J2 

(lS)-l f 5-r>fc Kn-2,3,4,6-7- h 7-0-^^7M-[3-[(5-^ f ;V-2-f x„ 
;i/)^f^]7x;;v]-D-^y h — ^ (0.5 g)0^nn^ * >(30 mL)i&ifcfc\ 
-93 o CH-CH^b*^^(2.80 mL)=lr7iTL. 0.5B#r^#L^ o ^jftHlOXffl^ 

A) -eHMLT(lS)-l,5-T>H K n-i-[3-[(5-^ f ;V-2-f-x^ ^ f ;v] 7 x 
x;i/]-D-7*;w> 1> -/u (0. 025 g) &f#£ 0 
[0 0 9 9] 

3£»J3 

##^Jll-C#f>tL^2,3,4,6-T- h 7-0-^>y;V-l-C-[3-[(5-xf;V-2-fx„ 
;v) 7 a. i*]-o-^ 3 t? 7 7 (7. 09 g) 4> & £%tif 1 fc |wi^^t ( 
lS)-l,5-T>fc: Kn-2,3,4,6-7 h 7-0-^>v*;M-[3-[(5-xf ;v_2-f x-;i,) 
;*-f-;v]7jc^;i/]-D-^;i^> >-;v(5.42 g)£#£ 0 
[0 10 0] 



(lS)-l,5-7>fc Kn-2, 3, 4, 6-x hv-0-^> ^;l/-l-[3-[ (5-^^;i^-2-^- Ji- 
^)>f;V]7xxA'].D.^.> g)*&f^«2fcro:»0#8re(lS)- 
1,5-T>t Kn-i-[3-[(5-xf ;i/-2-f xx;i/) ^ f 7 x-;V]-D-^;w> f ^- 
MO. 09 g)£#fc 0 
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^-v : 31/ 



[0101] 

##®ll4-e#£>fr£2,3,4, 6-t- h 7-0-^>^;P-1-C-[3-[(3-^;V-2-t^~ 

;v) ^ -7 x^M-d.^*ji/3 n° ^ y - (i. 59 g) * fcHifewi £ lWo:£j£-e ( 

lS)-l,5-T>k: KD-2,3,4,6-f f 7-0-^ W;V-l-[3-[(3-^f;W2-f x-;v) 
[0 1 0 2 J 

(1S)-1,5-T>H Kn-2,3,4,6-x h v-O-^O v^-l-[3-[(3-^ ^;i/-2-^J.~ 
;v)>f^]7x-^]-o-^y ;K0.47 g) >6^mWJ2t|wi^co^-e(is) 
-1,5-T > t Kn-l-[3-[(3-^ ?-)V-2-f-^-)V) * f;i/]7i-^]-D-^y h - 
MO. 04 g)£#£ 0 
[0 10 3] 

##Ml5^#k*t£(lS)-l,5-T>fc Kn-2,3,4,6-x h 7-0-^> v;V-[3-[t 
Fa^y(^vy*ft7x>-2-^ ;v) >f;i/]7x-;i/]-D-^;i/y ] — Ml. 6 g) 
Ov^DO^^>(25 mL)^tC7Xi%T, h y if-/UV? ^(0.67 mL), H7y>fb 
*^fS^^;v:r-^;Hf#(447 mg)Ov^ n n ^ * > (15 mL)lF^4:?»TU 

W7A^dtF/77^- (^if;V:n-A^t> = i: 9) t:tfttL, (1 
S)-1,5-T>t Kn-2,3,4,6-7 F7-0-^>y;M-[3-[H>7'ft7x>-2-^ 
;i/)^f;i/]7x-^]Wy h-Mi.56 g)**-fe^!fcfc Lt#£ 0 

[0 10 4] 

(lS)-l,5-T^t: Kn-2,3,4,6-7- b 7-0-^>y;M-[3-[(^>vYt7xy- 
2-^ fJV]7x- ;v]_D-^*;i/v }._;v(o.77 g)^^^ * ^ ^V^V-tf > (2 
. 3 g)<7) Vtr n n ^ * y (20 mL)tSifttlT^a'>#H$CT> -78lCTs|?n >hij7* 
KOI M n-^7°^>v»(4.54 raL)^iTU raifit?90$5-$H$Lfc o -78t)T? 
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#12 0 0 3-0 7 0 2 9 7 s<-y 

Y ;v jc> £ j n x. TM*Si£© L 7t o # ^ ft £ v y D 7 )V n J a t n v b y °? 

7 4 -(^nn*^A:^^y-^-50:i)nr«|»LTjlffeT*^7T^(390 mg) 
fcftfco £ft*$fcfcODS;fr9A£T»»U (lS)-l,5-T>t: Kn-i-[3_[(^> 
Vf-t "7 * >-2-^ /U) ^ 7x^;v]-D-^;Vy h -;U(270 mg) £ 

[0 10 5] 

»®I9 

##Ml6t:i#ibtL^(lS)-l,5-T>t: Kn-2, 3, 4, 6-t- h =7-0-^<y *JA>-l-\$-[ 
kKn^y(t s 'jv>-2-^v)^f;v]7x^;i/]-D-^yf-^(i.78g)(?)7f 
9 t Kn "7 7 > (12 it)»«fc:a*-C**ft^ h U -7 A (60% oil dispersion) (20 
2 ne)*iD*T30aWLfcfc, **T, ZHMfclWd. 15 mL) *WiT U RtT 
2*>iL *v»T»C2l*«a**Lfc 0 -OM&^&KtK^T. 3^t\* 

^(0.28 mL)4r SITU raffi^2.5H#K»#Lfc 0 KfcmWL £ x. Xlfrm*- 

JtfcSWt* h ^ > (20 mL) MM* U **ffc h V 7^;UX X (3. 28 mL) , T V-f 

5:95) fcT*»«U (lS)-l,5-T>b Kn-2,3,4,6--f f7-0-^>y;M-[3-[( 
e y y? >-2-^ ;v) ^ ;v] 7 - ;v] _D- h - /Kl. 51 g) * t 

[0 10 6] 

H»J10 

(lS)-l,5-7>fc Kn-2, 3, 4, 6-t- h7-0-^>y>-l-[3-[(e'J v>-2-f ;V) 
^f;i/]7x-;H-D-^;Vyh-;i/(i.o g)Oy7Dn^ ^7(30 mL) S&ft K 7 ;V 
^>#ffl^T, -78t:T^n > h y 7n = KOI M n-^7°^ >#«t(7. 95 mL)-*ffi 
TU mffiX~2m®MWLtz 0 -7&lCt*ELl&m&toK*9S-A,(3Q wL)*mTL 
fcfc, Mmz%ZtX*MWLtz 0 «ET«i*flr*L3fe|fc, M^*y-;v(30 
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mm.2 003-070297 ^-v? : 33/ 

il^y'J *y;i/*7A^nv h 74 uvfrjvA:* ? y -;v=i0:l) 
xmmLX (IS) -1,5-T >HKo -l- [3- [ ( t? V v >-2- -OV) y ^ 7 -D- 

[0 10 7] 

n»!iii 

(1S)-1,5-7>V1 KD-l-[3-[(H°'J ^>-2-^f ^) ^ f ;>] 7x^;V]-D-^;i/y h 
(290 mg)Olf';> ? >(8 mL)^^it7jc^m(0.5 mL)£^TU ^^40^ 
Ltzo Rfcmmz* 9 J -;v(10 mL) *j]Dx.T^J±Tv«^@* U £ 

l«v^^yW«, M#i'MJ±T^^^*L, (IS) -2, 3, 4, 6-7- > 
7 -0- T -t ;i/-l , 5- T y t K n -l- [3- [ ( tf V v > -2- ;v) * ^ )V\ 7 ^ ;v] -D- 
yf-;V (370 mg) * t L T#£ 0 

[0 10 8] 
HMM12 

(lS)-2,3,4,6-y- h^-O-T-bfJl'-l.S-T^t: Kn-l-[3-[(V: V ^>-2--f ;v) 
^^]7x- ;v] -D-^;i/ v h - ;l/ (340 mg) O ^ ^ n n ^ ^ y (10 mL) £2fc*fr 
T\ ^^^oni§^m#m(185 mg)*^nx.> ^-e4B#p H 1^#L7to SJtt^I^ 

o Mi§mMJET^ U # *Lfe3a«t ^yiJ*W7A^7^ 7 7 
4- (WW.^)\'\n-^*^y=i:ii5X.Tf?uu*)VA:*? 7 -;v=L0:l) tcr 
ilU (lS)-2, 3, 4, 6- T" h 9 -0- 7 -t^ ^-1,5-7 > t: Kn-i-[3-[(l-t^y tf 
'J v>-2--f ^)y^]7^~;i/]4)-^v h-;V(380 mg) fc^-feT^U? 

[0 10 9] 

H»U13 

(lS)-2,3,4,6-x h9-0-T-lr^;V-l,5-r KD-l-[3-[(l-t^ytf'J 
2-^ ;l/) 7 ^ - ;u]_D-^;i/ v h - ;u (370 mg) y * y - ;v (10 mL) ^^tc 
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&m. 2003-070297 ^- V : 3 

o 

JB-C+ttfcLfclfc, il»Lfc 0 «ffiT»itt**LT(lS)-l,5-T>t Kn-i-[3 
- [ (1-* * v tf v ^-2-^T ^) ^f^]7xx ;u]-D-^*;V y| - ;v (224 mg) * 6& 

[0 110] 

*»U14 

ffil&^(86 mg)OTHF(2.0 mU^ic, T;i/=r>£B&Tl, 2-v7'n^e^ y 
(1 fi)£2JD;i> 5^Fb1 MME L fz^ ^StcjfLT^nn h >; ^ ^f-)V-yy >(i ^) 
^S0£ri5^^^t#L7t o ^v>-c~(lS)- 2,3, 4,6- r- 1> ^-O-T-fe^-l.S-T^fc 
Kn-l-(3-7D^^f;V-6-> > * v) 7 x^;V-D-^;i/y f -;i/(700 mg)^JPx. 
T 1 lOT^iijfL U 2-rn-^-iH-^ >t'>(128 mg)i:t b V 7x^j^ 

^ t t > - a tk^^ £ in x. t ^ m £ itsum, *§ $ & i^m^. ;v -ea & l . 

TitS£U (lS)-2,3,4,6-f h7-0-7^f JM,5-7>t Kn-l-[3-[(l 
H--T >r>-2--f ;W ^ 5^-6- ^ h^y]7xr.;u]-D-^y h -;Kl90 mg) 

fco 

[0 111] 

H«!I15 

(1S)-2,3,4,6-t- h ^-0-T-fe^-l,5-T>H Kn-l-[3-[(lH-^ >t=-*>-2-^ 
;V)^f-;V_6_^ f^fy]7x^;V]-D-^y Ml90 mg)0^ ^ y -;V(3.0 mL 

)*§i£^ ifit:ttf'j^A^ K<?28%y *y-;w§$i(o.5 mL)^inx.r 

XmmU (lS)-l,5-T>t KD-l-[3-[(lH-^>T-^-2-^^y^-;W-6- 
y h ^y]7x^^]-D-^;Vy h — ^ (32 mg) tr%tz 0 

[0 112] 
»M16 

##^17Tl#^tt/i(lH-^>T'>'-2-^;i/)[3- ((lS)-l,5-T^fc Kn-2,3,4,6 

mmW2 004-3031156 



12003-070297 • 35/ 

© 

-•r h 7 -0-^ > V s ;v-D- vh- ;v) 7 ^ - ;v] y * y > (0. 84 g) 05 y ^ 
y-Mio mL)vt^^ N 20%iim- * ^y-;K3 dri) t5%^v>7A - j£3t(o.i 

g) ^■hux.x^mwm^TKxismmmwLtzo KiBrnzmmmmzmmrmm 

T«^LT(1S)-1,5-T>b Kn-l-[3-[(2,3-yt Kn-iH-f>7*>-2-^ 
^)^f;!/]7x^;v]-D^;Vvh-;v(i6 mg) 

[0 113] 
*»J17 

##M20"C# <b tL*:2, 5-T ^ t K n-7, 8, 9, 11-y- I> ^-0-^ > 3, 4- h V 

7* * * (4--x f ;v 7 i - ;V ) -2-^ * -D- ^* ;w n - -7 y f> # _2, 4- V y _6- ^ n 
^9^-^(1.54 g)^^^M^Jl<h|WI#C>^-e2,5:6,10-^T>li Fn-7,8,9,1 
1-x h 9-0-^> v^-1,3,4- h >J ft^y-l-(4-xf;i/7x-;i/)-2-ft-D-^ 

[0 114] 

»#lll8 

2,5:6,10-vT>t: Kn-7,8,9, ll-x h 7-0-^>^;Wl, 3,4- h U T** v-1- 
(4- j. f;V7x- ;v) -2-^ -D-^~ nn-D-^n-^ TiJ -2, 4-yx-f-^(i. 

14 g) #> h mmm2 1 n^^mx2, 5 : 6, 10- z? r > t k n -1, 3, 4- h y 7** * ~>_i 

- (4-^ fJV7i- ;V) -2-tf- * -D- ^'J-bn-D-^n-7>f*-2, 4- S> j. - h - ;v (o 
.11 g)*#fc 0 

[0 115] 



3_( 4 _^ h^v^>v^)^^"7^>(0.38 g)OTHF(K) inL)&jfcK-78 , CfcTn- 
f2,3 ( 4,6-ff7-0-^y^^ay9^ h>(1.0 g)OTHF(10 mL)y#f&£riT 

fliAawc*e«»ifeM*«»^ h »; 7Af^i^ 0 M«mT?ts*^* u 

»y'JW*7A?n7^77^ (T-fc h >:^nn^M: n -A^t 
>=10:10:2) xmWkLtz 0 Vkhtitztm (0.94 g)6D* du^^a (1.0 mL) t T-tr 
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#12 003-0 702 97 
h - h V /I/ (5. 0 mL) <Dmmzfrl$T h 'M V 7 n tf ;i/ v ^ > ( 0 . 78 mL) t = 7 y 

';W75>(1.0ni)^M> «ffiT#«E*Sf*L^ 0 i^W^yij* 
W7A^n7f^77^- (*»^^^:n-^4r-9-V-i:8) t«IL, 1,4:5 
,9-v?7>fc Ka-6,7,8,10--r h 5-0-^^^^-2,3-^^ + y-2-(4-^ h^v 

[0 116] 

^»J20 

1,4:5, 9-y'7>t Kn-6,7,8, 10-f h 7^>y>-2,3-yf't^y-2-(4^ 
f^^yy';H.l. f t-D-7*'jtn-D-^D-f*. U .i;x - h-*(0 .72 g)?> 
THF(5.0 mL)tm.Wi02%*?y-)V®miQ r^)M®mz20%?kWL'tt^9V'y A/fc 

U 6,7,8, 10- x h 7-0-7-fef ;M,4:5,9-^7>t Ko-2,3-yVt^v-2-(4- 
^ h^v^^v^-l-^-^-D-^i^n-D-^n-^-i.S-^oL^ f>-,K0.13 g) 

[0 117] 

^5&M21 

6,7,8,10-r- f7-0-7-fef;V-l,4:5,9-y7>t Kn-2,3-^7*** v-2-(4-^ 
h^^^^v*;i/)-l-^^-D-^V^n-D-^n-^-i, 3 -v^- h-;i,(o.i2 g)<7) 
^ * y - )V (3. 0 mL) mm iZ i~ h V *7 A J h * 2/ K (10 mg) * M k. , MS iZ X 1 . 5B# 

U4:5,9-y7>t Kn- 2 ,3-^ft^y-2-(4^ h * v^>^)_i_^^_ D _^ 
y-bn-D-7'n-^-u-^x- 1— Mo.10 g)£#£ 0 

[0 118] 
HM13I22 

##M21-e#?>tL7t2-(4-^^;^>^;i/)-lH-tfn--;l,(4.14 g)<mw(10 raL) 



tBIE#2 004-3031156 



2003-070297 



*V K(3.80 g)£2jD;L, 5BfF B im#L^o K^^^fD^bT AtJc^ 

^ D7F ^ 7 ^ (I^^:n--,^>=i :6 ) TfcjRU (1S)-1,5-T> 
t Kn-2,3,4,6-f h 9-0-^>^-l-[5-(4-i^^^>^)_iH-en-^_2- 
^Ji']WyH;i/(i.89 g)*»fc<, 

[0 119] 
HJSM23 

(lS)-l,5-7>fc KD-2,3,4,6-f h ^-0-^>y;i.-l-[5-(4-^^;^>^;i,)_ 
lH-fc*n^;u-2-^;ix]-D-^^vh- ;l ,(4oo mg)Opm^^;V:im=10:l(ll mL) 
4R»«Et=20X*BWfc^9^^A/lft*(i30 mg)*^ 7K*#H»T(1»E)T71 

m 7 A^7^-77^ (^;^:^d*m=i:io) -effitt, (1 

S)-1,5-T>t: V^-l-l5-(4-^)^y^j\,)-iU-\£ u~-)V-2-4 ;l/]-D-^;W> h 
~M25 mg)£#£o 
[0 12 0] 



(1S)-1,5-7>H Kn-2,3,4,6-f h ?-0-^> v^-l-[5-(4-^^^-<>^;v)- 
lH-tfo-^^-^^J-D-^^v h ^- ;l ,(2io mg)ODMF(3.0 mL)^tC7jc^^ h 
V-7A(60 % oil dispersion) (15 mg)*to*-, ^X-15^mmWL, &V>T~*?- 
^3-vK(0.185mL)$:^xL, 30^^Ltc o Rj&fBLK^ia^ ';xf*x 
-r^tTftffiLfc. MM*-?***. i*IMth'J9A-c 

h^97-f- <fc*i*/K-n^**>.i: 6 ) tilU (lS)-l,5-T>ViKn-2 
,3,4,6-t- h 9^^>^^-i-[ 5 -(4-o.^;i,^>^;v)_ 1 .^^ ; i / _ 1H _ tfn _ ;l/ _ 2 _ 
^ ;i/]-D-7*^y h -;U(143 mg) *ftfc 0 
[0 12 1] 
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(lS)-l,5-7>fc: Kn-2,3,4, 6-7 h y-0-^>V)V-\-\^-{A-x.^-)V^.yV)V)- 
l-^^;v-lH-^°n-;v-2-^ ;v]-D-^;k> h -M139 n«)^e,*J6«23fc W«o 

(IS) -1, 5-T ^ K n -1- [5- (4_j^ ^ ;w<> y ;v) _i_ ^ )V-m~ tf n - ;v_2 
_>f ;i/]-D-^;l/y ^ (16 mg) 

[0 12 2] 
HMM26 

ff7rW^-«JA7D^ K(42.2 mg)^7X^b* i ;^A(l50 mg)<7>^ 
>-fe*>(5.0 mL) mm ifc (IS) -1 , 5- T > fc Kn-2,3,4, 6-7 h )V-\-(l 
H-H°n-;v_2-^;v)-D-^;V->>-;v(773 mg)&jDx.. ^^t4-xf;M>y;v 

(ft»i^^:n-^^r«9->=l:4) T?»*L, (1S)-1, 5-T >fc Kn-2,3,4, 6-7 h 

^-0-^>v^-l-[l-(4-^-^;i/^>y;i/)_iH-en-;i/_2--r /l/]-D-^>$/ h 
(695 mg) 

[0 12 3] 

*Jfe«27 

(lS)-l,5-T>t Kn-2,3,4, 6-7- h7-0-^V^;M-[l-(4-xf 
1H- k'n- ;V-2-^T ;v] -D-^;lx v h - ;i/ (587 rag) oS»xfn/ : y * y - )V ; f£gg=i 
0:2:1(39 mL)^^10%/^^-7A/^(450 m^^Jpx., *^H*CT-?22*n 

W7A^n7f^97^- (^^7-^:^dd^a=i:7) -efiMKU (1S)- 
1,5-7 >fc Kn-i-[i-(4-Ji^;^>i;;i/)_iH-tfn-;i/-2->f ;^-D-^^y h - 
M59 mg) 

[0 12 4] 

HMM28 

(lS)-2,3,4,6-7 h 7-0-T-t^-;i/-l,5-T>t: Kn-i-(iH-7 y-^_5_>f 
;l/)_ D -^v I— MQ.85 g)<^raF(10.0 mL)^tC h >JxWr/(0.6 mL) & 
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© 

an*., ^f4-xf;M^v>7-n5 k(o.5o g) ^m^xm^nmmmwLfz 

> (1S)-2,3,4,6-t- h ^-0-T-t^;l/-l,5-T^t Kn-i-[2-(4-xf 
1H--T h y y^)U-5-4 )V]-D-Vjv v h -;i/(o. 22 g) £t#£ 0 

[0 12 5] 
HMM29 

(IS) -2, 3, 4, 6-t- h 9-0-T-fef-;V-l, 5-T y H Kn-i-[2-(4-xf 
IH-t" h ^yv-;i,_5-^ ;i,]-D-^;i/v h -;l/(0.22 g)^^«M21i:(5l#o^-tr 
(lS)-l,5-7>-fc Fn-l-[2-(4-xf;M>y-;v)_iH-t h y y-,v_ 5 _.f ;ix]-D-^ 

;vv l>-;v(o.l4 g)£#£o 
[0 12 6] 

2, 3, 4, 6-x h 7-0-^ > v;v_i_C-[3-[ (3-^ ^;V-1-^ > y*^* 7 * >-2->f 
^^;v]y^^;i,]-D-^;l/ntf7y-^(3.25 g) Ov^nny *>(30 mL)^ 

^v-^^d.74 raL)^iDx.30^m^t^ o ^^^-20t:jK^#^LL5B#TO# 

■x^:n-^-9->=l:l0) tilU (lS)-l,5-T>fc Kn-2,3,4, 6-7- h 9-0- 
^y ^;V_l_[3_[( 3 _y f;V-M>>/ft y ^ y_ 2 _^ ;v) y ^ ;] /| y ^ - ;y|_ I )_,7' 
;l/ 1— Ml. 25 g)^#7tr 0 

[0 12 7] 
^MM31 

(lS)-l,5-7>fc: Kn-2,3,4, 6- -f h 7-0-^>y;M-[3-[(3-^ f 7 
ft7x> - 2 -^ ^)^fil/]7xr;i/]-D-^y h-;U(0.31 g)RZfs<>? y 
;i~-<y-fc?y(0.9i g)<o^DD^>(3 mL)^$Kr;v:^#Bjo\ -78-0-? 
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^-v*: 40/ 



1:10) -effi«U (lS)-l,5-T>t: Kn-i-[3-[(3-^f^-l-^>v'ft7x>-2 
-^f;v)>f;u]7x-;v]-D-^;i/v h-MO.10 g)£#*r 0 
[0 1 2 8J 

~1 ltc^fo fcfc, &*<0^\i\>XT<r>Wktt-tZ>o 
R f . : ###U#-*!\ Ex. : iliff, STRUCTURE : flfcg5£, Bn:^ 
DATA : tJtt-r*-^. NMR : y )V (TMS^Ii) 

> MS : Sfm5Mfffit 
[0 12 9] 
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- *J I 41/ 



[«2] 



Rf. 


STRUCTURE 


DATA 




ITT 


'H-NMRfCDCy^.OS (9H, s), 3.49- 
3.80 (7H, m), 4.22-4.97 (10H, m), 
6.88-7.72 (34H m) 


1 


BnO"'\^'*OBn 
OBn 




2 


^OH 

BnO'^j^'-OBn 
OBn 


1 H-NMR(CDCI 3 );1.47 (1H, t), 3.48- 
3.82 (7H, m), 4.24-4.97 (10H, m), 
6.90-7.42 (24H, m) 


3 


Ov,H 

BnO^Y°vA^ 

BnO^^Y^'-OBn 
OBn 


1 H-N MR (CDCI3) ;3.48 (1H, t), 3.64 (1H, 
m), 3.76-3.86 (5H, m), 4.33 (1H, d), 
4-47 (1H, d), 4.55-4.65 (3H, m), 4.86- 
4.97 ( 3H, m), 6.86-6.88 (2H, m), 
7.13-7.36 (18H, m), 7.48 (1H, t), 7.70 
(1H, d), 7.85 (1H, d), 7.93 (1H, s), 
9.97 (1H,s) 


4 


MeO^OMe 

BnO w ^Y^"'OBn 
OBn 


1 H-NMR(CDCI 3 );3.14 (1H, s), 3.28 
(3H, s), 3.29 (3H, s), 3.57-4.13 (6H, 
m), 4.18-4.91 (8H, m), 5.39 (1H, s), 
6.98-7.63 (23H, m), 7.78 (1H, s) 



[0 13 0] 
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^-v: 42/ 



[*3] 



Rf. 


STRUCTURE 


1 nATA 


5 


COOH 

BnO"^f^OBn 
OBn 


, H-NMR(CDCI 3 );3.43-4.22 (6H, m), 
4.07 (1H, brs). 4.38-4.96 (8H, m), 
6.88-7.70 (23H, m), 8.22 (1 H, s) 


6 


COOH 

BnO^°Y^ 

BnO ,4 '^|^'"OBn 
OBn 


'H-NMR(CDCI 3 );3.49-3.87 (7H, m), 
4.32 -4.98 (8H, m), 6.90-7.70 (22H, 
m),8.08(1H, d), 8.23(1 H, s) 


7 


BnO^- 0 ^^ 


1 H-NMR(CDCI 3 );3.33 (3H, s), 3.47 
(3H, s), 3.61-3.84 (7H, m), 4.28-4.96 
(8H, m), 6.89-7.39 (20H, m), 7.42(1 H, 
t), 7.55 (1H, d), 7.66 (1H, d), 7.81 (1H, 
s) 






BnO'" Y^'"OBn 






OBn 




n 


_ o9$CX jiv- 

BnO^^ U Y^>*^^S 

BnO"^Y^"'OBn 
OBn 


'H-NMRfCDCy^.Se (3H, s), 3.00 
(1H, s), 3.57 (1H, d), 3.71-3.89 (4H, 
m), 4.06 (2H, s), 3.55-4 13 (1H m\ 
4.16-4.93 (8H, m), 6.49-7.54 (26H, m) 


9 




, H-NMR(CDCI 3 );1.27 (3H, t,), 2.35 
(1H, d), 2.78 (2H, dd), 5.94 (1H, d), 
6.62 (1H, d), 6.72 (1H, d), 7.21-7.62 
(4H,m) 


10 




1 H-NMR(CDCI 3 );1 .27 (3H, t), 2.76 (2H, 
dd), 4.04 (2H, s), 6.60 (2H, d), 7.16- 
7.39 (4H,m) 


11 


BnO'^y^OBn 
OBn 


'H-NMR(CDCI 3 );1 .21 (3H, t), 2.71 (2H, 
dd), 3.01 (1H, d), 3.56-4.93 (16H, m), 
6.52-7.54 (26H, m) 

... 



[0 13 1] 
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[314] 



Rf. 


I STRUCTURE 


DATA 


12 


JC 








1 H-N M R (CDCI 3 ) ;2.22 (3H, s), 2.32 (1H, 
dd), 6.06 (1H, d), 6.81-7.59 (6H, m) 




OH 








13 


Br^ 








'H-NMR(CDCI 3 );2.16 (3H f s), 4.04 (2H, s), 
6 82 fl H ftt 7 07 /1H H\ 7 1 o 7 mu 

s) 


14 


BnO'^N-' 0 ^ 
BnO'°\^ 


pC 

"OBn 


o 




'H-NMR(CDCI 3 );2.12 (3H, s), 3.00 (1H, s), 
3.55-4.18 (8H, m), 4.37-4.90 (8H, m), 
6.77 (1 H, d), 6.94-7.51 (25H, m) 




OBn 








15 


BnO^°Y 
OBn 


OBn 


OH 


•s 


H-NMR(CDCI 3 );2.37 (0.5H, d), 2.41 
(0.5H, d), 3.52 (1H, m), 3.59 (1H, m), 
3.73-3.82 (5H, m), 4.26 (1H, d), 4.37 (1H, 
dd), 4.54 (1H, d), 4.63 (2H, d), 4.85-4.94 
(3H, m), 6.06 (1H, t), 6.89 (2H, d), 7.08 
(1H, d), 7.12-7.34 (21H, m), 7.40-7.47 
(3H m) 7 55-7 62 m\ 7 71 MU 


16 


BnO^Y°N 

BnO"'^^ 
OBn 


jC 

'"OBn 

i 


OH 


Hi 


'H-NMR(CDCI 3 ); 3.50 (1H, m), 3.58 (1H, 
m) 3.71-3.81 (5H, m), 4.24 (1H, m), 4.33 
(1H, m), 4.51-4.65 (3H, m), 4.76-4.95 (3H, 
m), 5.23 (1H, m), 5.75 (1H, m), 6.87 (1H, 
m), 6.95 (1H, m), 7.00-7.50 (23H, m). 
8.52 (1H,m) 


17 


BnO^Y°y 

Bn0 o, ^Y^'" 
OBn 


0- 

OBn 


ff 

O 




'H-NMR(CDCI 3 );3.52-4.06 (6H, m), 4.33 
(1H, d), 4.45-4.95 (10H, m), 6.75 (1H, d), 
7.67-7.86 (4H, m), 6.90-7.98 (27H, m), 
8.23 (1H, S) 


18 










•H-NMR(CDCI 3 );1.28 (3H, t), 2.74 (2H, q), 
7.12-7.40 (2H, dd), 7.31-7.78 (4H, dd) 



[0 13 2] 
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44/ 



[*5] 



Rf. 
19 


STRUCTURE 


DATA 

1 H-NMR(CDCI 3 );1.22 (3H, t), 2.63 (2H, q) 
7°U(!h$' (1H ' d) ' 6 - 85 < 1H '^ 


20 


BnO'^V' S^^s 

BnO^\^'"OBn 
OBn 


'H-NMR(CDCI 3 );1.22 (3H, t), 2.62 (2H, q), 
3.20 (1H, d), 3.58-4.14 (6H, m), 4.09 (2H 

?orl 6 ;i 92 , (8H ' m) - 669 < 1H - d >- 7 -03 : 

7.35 (25H, m) 


21 




'H-NMR(CDCy;1.22 (3H, t), 2.62 (2H, q), 
.5.44 (2H, s), 5.96-6.01 (1H, m), 6.14 (1H 
dd), 6.65 (1H, dd), 7.00-7.28 (4H, m) 


22 


jj<^p-S^ OH 


'H-NMR(CDCI 3 );7.78 (1H, d), 7.68 (1H, 
d), 7.64 (1H, s), 7.30-7.44 (4H. m), 7.22 
(1H, t), 6.24 (1H, d), 2.44 (1H, dd), 2.41 
(3H, s) 


23 




'H-NMR(CDCI 3 );7.74 (1H, d), 7.65 (1H, 
d), 7.25-7.40 (4H, m), 7.14-7.18 (2H, m), 
4.18 (2H,s), 2.36 (3H,s) 


24 


BnO^ V""OH 

BnO*\^''OBn 
OBn 


H-NMR(CDCI 3 );7.66 (1H, d), 7.61 (1H, 

2L. 7 / 57 (1H ' br >- 7 50 ( 1H > d), 7.11-7.38 
(22H, m), 6.94 (2H, d), 4.85-4.90 (3H, m) 
4 61-4.70 (2H, m). 4.53 <1H, d), 4.38 (1H, 
d), 4.19 (2H, s), 4.02-4.19 (2H, m), 3.82- 

S-2 J?J' ? } - 372 (1H - dd) - 357 < 1H - d >- 

3.03 (1H..S), 2.34 (3H,s) 



[0 13 3] 
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[*6] 



Ex. 


STRUCTURE 


DATA 


1 


BnO*^ 
BnO"' 


OBn 


rrv- 


'H-NMR^DCy;^ (3H, s), 3.51-3.82 
(7H, m), 4.06 (2H, s), 4.23 (1H, d), 4.35 
(1H, d), 4.54-4.96 (6H, m), 6.51-7.33 
(26H, m) 

ESI-MS(m/z);728[M+NH 4 ] + 


2 


HO*"N 
HO'" 


OH 


TV- 


1 H-NMR(CD 3 OD);2.42 (3H, s), 3.34 - 
3.94 (6H, m), 4.09 (2H, s), 4.16 (1H, d), 
6.57-6.62 (2H, m), 7.20-7.36 (4H, m) 
ESI-MS(m/z);373lM+Na] + 


3 


BnO^N- 
BnO 4 


OBn 


fV-\ 


'H-NMRfCDCW^I (3H, t), 2.70 (2H, 
dd), 3.49-3.82 (7H, m), 4.07 (2H, s), 4.23 
(1H, d), 4.35-4.95 (7H, m), 6.53 (2H, dd), 
6.89-7.36 (24H, m) 
ESI-MS(m/z);742[M+NH 4 ] + 


4 


HO 1 "^ 


o jOljs 

^*'OH 
OH 


. 


1 H-NMR(CD 3 OD);1.27 (3H, t), 2.79 (2H, 
dd), 3.39-3.52 (4H, m), 3.74-3.94 (2H, 
m), 4.10 (2H, s), 4.17 (1H, d), 6.62 (2H, 
dd), 7.20-7.37 (4H, m) 
ESI-MS(m/z);382[M+NH 4 J + 


5 


BnO^ 
BnO* 


'\^'*OBn 
OBn 




1 H-NMR(CDCI 3 ) ;2.1 4 (3H, s), 3.48-3.81 
(7H, m), 4.06 (2H, s). 4.20-4.96 (8H, m), 
6.77-7.36 (26H, m) 
ESI-MS(m/z);728[M+NH 4 ] + 


6 


HO^ 

HO"' 


r o r CC 

Y^oh 

OH 




'H-NMRfCDaOD);^ (3H, s), 3.35 - 
3.52 (4H, m), 3.73-3.94 (2H, m), 4.11 
(2H, s), 4.15 (1H, d), 6.84 (1H, d), 7.10 
(1H, d), 7.14-7.33 (4H,m) 
ESI-MS(m/z);368[M+NH 4 ] + 
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Ex. 


STRUCTURE 


DATA 


7 


BnO-^N- 
BnO* 


^'"OBn 
OBn 




'H-NMRfCDCy^.SI (1H, m), 3.59 (1H, 
m), 3.73-3.81 (5H, m), 4.21-4.24 (3H, 
m), 4.35 (1H, d), 4.50-4.65 (3H, m), 
4.82-4.94 (3H, m), 6.87-6.89 (2H, m), 
6.97 (1H, s), 7.13-7.40 (24H, m), 7.66 
(1H, d), 7.68(1 H, d) 
FAB-MS(m/z);746fM-HV 


8 


HO""S" 


OH 


-s 


1 H-NMR(CD 3 OD);3.34-3.49 (4H, m), 
3.67 (1H, m), 3.87 (1H, d), 4.12 (1H, d), 
4.24 (2H, s), 7.06 (1H, s), 7.06-7.33 (5H, 
m), 7.40 (1H, s), 7.65 (1H. d), 7.72 (1H, 

FAB-MS(m/z) ;385[M-H]' 


9 


BnO^ 
BnO" 


Y^OBn 
OBn 


N 


'H-NMRfCDCy^.SO (1H, m), 3.58 (1H, 
m), 3.74-3.81 (5H, m), 4.16 (2H, s), 4.22 
(1H, d), 4.34 (1H, d), 4.52-4.65 (3H, m), 
4.85-4.94 (3H, m), 6.87-6.89 (2H, m), 
7.00-7.06 (2H, m), 7.15-7.36 (22H, m), 
7.45 (1H,dt), 8.50(1 H,m) 
FAB-MS(m/z) ;692rM+H] + 


10 


HO" 


OH 


o 


1 H-NMR(CD 3 OD); 3.23-3.49 (4H, m), 
3.69 (1H, dd), 3.87 (1H, m), 4.10 (1H, d), 
4.14 (2H, s), 7.15 (1H, m), 7.18-7.31 
(4H, m), 7.36 (1H, s), 7.73 (1H, dt), 8.42 
(1H,m) 

FAB-MS(m/z) ;332[M+H1 4 


11 


AcO^* 
AcO*" 


Y^'*OAc 
OAc 


N 


'H-NMRtCDCyil .71 (3H, s), 1.99 (3H, 
s), 2.05 (3H, s), 2.08 (3H, s), 3.82 (1H, 
m), 4.14 (2H, s), 4.17 (1H, d), 4.28 (1H, 
m), 4.36 (1H, d), 5.10 (1H, t), 5.22 (1H, 
t), 5.31 (1H, t), 7.06 (1H, d), 7.11 (1H, 
m), 7.22-7.29 (4H, m), 7.57 (1H, dt), 
8.53 (1H,m) 
FAB-MS(m/z);500rM+H1 + 


12 


AcO-^^ 
AcO*"' 


S^'"OAc 
OAc 


o 
f 

o- 


'H-NMR(CDCI 3 );1 .79 (3H, s), 2.00 (3H, 
s), 2.06 (3H, s), 2.09 (3H, s), 3.84 (1H, 
m), 4.17 (1H, dd), 4.23-4.31 (3H, m), 
4.40 (1H, d), 5.10 (1H, t), 5.22 (1H, t), 
5.33 (1H, t), 6.88 (1H, m), 7.13-7.18 (2H, 
m), 7.23-7.36 (4H, m), 8.28(1 H, m) 
FAB-MS(m/z);516fM+Hl + 
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Ex. 
13 


STRUCTURE 

OH °" 


DATA 

'H-NMR(CD 3 OD);3.34-3.52 (4H, m) 
3.69 (1H, m), 3.87 (1H, m), 4.12 <1H, d),' 
4.27 (2H, s), 7.20 (1H, m), 7.29-7.42 
(5H, m), 7.49 (1H, dt), 8.34 (1H, dd) 
FAB-MS(m/z);348[M+H] + 


14 


AcO-^^°"Y^ ::; ^^~^" 

AcO^^^'-OAc 
OAc 


'H-NMR(CDCI 3 );1.73 (3H, s), 2.00 (3H, 
S), 2.04 (3H, s), 2.05 (3H f s), 3.25 (2H, 
s), 3.74 (2H, s), 3.82 (3H, s), 3.84 (1H, 
m), 4.14 (1H, dd), 4.26 (1H, dd), 4.92 
(1H, m), 5.23 (1H, m), 5.33 (2H, m), 6.46 
(1H, s), 6.79 (1H. d), 7.08-7.35 (6H, m) 
ESI-MS(m/z) ;567[M+H] + 


15 


ho^^°^y^U^^x^/^ 

HO >0 \^"'OH 
OH 


1 H-NMR (CD 3 OD) ;3.26 (2H, s), 3.40 (2H, 
m), 3.53 (2H, m), 3.67 (1H. dd,), 3.76 
(2H, s), 3.82 (3H, s), 3.86 (1H, m), 4.70 
(1H, d), 6.48 (1H, s), 6.91 (1H, d), 7.01 
(1H, m), 7.03-7.22 (3H, m), 7.29 (1H, d), 
7.32 (1H,d) V ' 
ESI-MS(rn/z);421 [M+Na] + 


16 


ho^°yO^Ca 

HO^^Y^'-'OH 
OH 


'H-NMR(CD 3 OD);2.61-2.97 (5H, m), 
3.54-3.79 (6H, m). 4.07 <1H, d), 4.17- 
4.95 (4H, m), 7.03-7.24 (7H, m), 7.51 
(1H, s) 

EI-MS(m/z);370 


17 


BnO^N^V^ 

BnO"' Y^"'OBn 
OBn 


'H-NMR(CDCI 3 );1.21 (3H, t), 2.62 (5H, 
q), 3.49-4.13 (7H, m), 4.10 (2H, s), 4.43- 
4.95 (8H, m), 6.69-7.34 (26H, m) 
ESI-MS(m/z);747[M+Na] + 
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Ex. 


STRUCTURE 


DATA 


18 


HO'*' 


OH 




'H-NMRfCDaOD^.ei^^ (5H, m), 
3.54-3.79 (6H, m), 4.07 (1H, d), 4.17- 
4.95 (4H, m), 7.03-7.24 (7H, m), 7.51 
(1H.s) 

EI-MS(m/z);370 


19 


BnO"' 


y^OBn 
OBn 




'H-NMRtCDCy; 3.47-4.07 (12H, m), 
4.42-4.70 (5H, m), 4.80-4.95 (3H, m), 
7.75-7.38 (26H, m) 
EI-MS;726 


20 


AcO*'" 


Y"^"'OAc 
OAc 




s), 2.04 (3H, s), 2.08 (3H, s), 3.76-3.85 
(6H, m), 4.16 (1H, dd), 4.26 (1H, dd), 
4.61 (1H, d), 5.07-5.31 (3H, m), 6.77- 
6.90 (4H, m), 7.07 (2H, d) 
EI-MS;534 


21 


HO r- 

HO'^ 


OH 


,o— 


'H-NMRtCDaODJ^g-S.^ (4H, m), 
3.64 (1H, dd), 3.75 (3H, s), 3.82-3.90 
(3H, m), 4.33 (1H, d), 6.81 (2H, d), 6.92 
(2H, s),7.11 (2H, d) 
FAB-MS(m/z) ;365[M-H]- 


22 


BnO^N- 
BnO^ 


^'"OBn 
OBn 




'H-NMR(CDCW;1.19 (3H, t), 2.59 (2H, 
q), 3.40-3.98 (9H, m), 4.22 (1H, d), 4.33 
(1H, d), 4.45-4.62 (4H, m), 4.80-4.96 
(3H, m), 5.95 <1H, dd), 6.18 (1H, dd), 
6.85-7.33 (26H, m), 8.17 (1H, s) 
FAB-MS(m/z);708[M+HJ + 
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Ex. 
23 


STRUCTURE 
OH 


J DATA 
^-NMR^DaODJiLIS (3H, t), 2.58 (2H,~ 
q), 3.24-3.46 <4H, m), 3.65 (1H, dd), 
3.80-3.86 (3H, m), 4.15 (1H, d), 5.73 
(1H, d), 6.02 (1H, d), 7.07 (1H, d), 7.12 
(1 H, d) 

FAB-MS(m/z) ;348[M+H] + 


24 


BnO^V-' 

BnO'^ 
( 


^"'OBn 
3Bn 


'H-NMR(CDCI 3 );1.20 (3H, t), 2.59 (2H 
q), 3.40 (3H, s), 3.49-3.56 (1H, m), 
3.65-3.78 (5H, m), 3.91 (2H, s), 4.03 
(1H, d), 4.31 (1H, d), 4.39 (1H, d), 4.47- 
4.64 (3H, m), 4.82-4.97 (3H, m), 5.94 
(1H, d), 6.20 (1H, d), 6.98-7.34 (26H, 
m) 

|FAB-MS(m/z) :722rM+Hl* 


25 


HO"Y"'°H V 1 
OH 


I 'H-NMR(CD 3 OD);1.10 (3H, t), 2.49 (2H, 
q), 3.19-3.63 (7H, m), 3.70-3.83 (4H 
m), 4.16 (1H,d), 5.71 (1H,d),6.01 (1H, 
d). 6.95 (1H,d), 6.98 (1H,d) 
EI-MS;726 

FAB-MS(m/z) ;360[M-H]- 


26 


BnO^N^°Y^^l/=\ 

BnO-'Y'OBn^^A 
OBn 


'H-NMR(CDCI 3 ); 1.18 (3H, t), 2.58 (2H, 
q). 3.38-3.45 (1H, m), 3.60-3.78 (5H, 
m), 4.11 (1H, d), 4.31 (1H, d), 4.40-4.63 
(4H, m), 4.80-4.95 (3H, m), 5.08 (1H 
d), 5.15 (1H, d), 6.17 (1H, dd), 6.31 
(1H, dd), 6.64 (1H, dd), 6.97-7.33 (24H, 
m) 

FAB-MS(m/z) "708rM+Hl + 


27 


OH | 


'H-NMR(CD 3 OD);1.20 (3H, t), 2.60 (2H 
q), 3.20-3.39 (3H, m), 3.56 (1H, dd), 
3 66 <1H. dd), 3.73 (1H, dd), 4.17 (1H, 
d] I 5.13 (1H, d), 5.22 (1H, d), 6.06 (1H, 
dd), 6.23 (1H, dd), 6.70 (1H, dd), 7.06 
(2H,d),7.13(2H,d) • 
FAB-MS (m/z);348fM+H|+ ____ 



[0 13 8] 



mmW 2004-3031156 



&m 2003-070297 



[*1 1] 



Ex. 


STRUCTURE 


DATA 


28 


AcO' ^ T^ N 

AcO^'^y^'-'OAc 
OAc 


'H-NMR(CDCW;1.21 (3H, t), 1.71 (3H, 
s), 2.01 (3H, s), 2.05 (3H, s), 2.07 (3H, 
s), 2.63 (2H, dd), 3.88 (1H. dddd), 4.15 
(1H, dd), 4.28 (1H, dd), 4.87 (1H, d), 
5.23 (1H, t), 5.33 (1H, t), 5.55 (1H, dd), 
5.71 (2H, s), 7.18-7.29 (4H, m) 
FAB-MS(m/z) ;51 9[M+H] + 


29 


HO'^^'OH 
OH 


'H-NMRfCDgOD);! .20 (3H, t), 2.63 (2H, 
dd), 3.34-3.86 (6H, m), 4.56(1 H, d), 
4.84 (2H, s), 7.21 (2H, d), 7.32 (2H, d) 
FAB-MS(m/z) ;351 [M+H] + 


30 


BnO ^Y^" OBn 
OBn 


, H-NMR(CDCI 3 );7.67 (1H, d), 7.61 (1H, 
d), 7.11-7.38 (24H, m), 6.89 (2H, d), 
4.84-4.94 (3H, m), 4.63 (2H, d), 4.54 
(1H, d), 4.33 (1H, d), 4.22 (1H, d), 4.19 
(2H, s), 3.72-3.82 (5H, m), 3.48-3.62 
(2H, m), 2.34 (3H, s) 
FAB-MS(m/z);760[M] + 


31 


ho^t Y 

HO v \^"OH 
OH 


'H-NMR(CD 3 OD);7.71 (1H, d), 7.65 
(1H, d), 7.15-7.35 (6H, m), 4.22 (2H, s), 
4.10 (1H, d), 3.88 (1H, dd), 3.68 (1H, 
m),3.32-3.49 (4H, m), 2.37 (3H, s) 
FAB-MS(m/z);400[M] + 
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